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a.D senttoth9appticantandtothelntemattonalBureau) & tota\of sheets, as follows- 

U -o^^ and are the basis of this report 

Administrative Instructions) authonzed by this Authority (see Rule 70.16 and Section 607 of the 

Supplemental Box. «HPncanon as rued, as indicated in item 4 of Box No. I and the 

Box Relating to Sequence Listing (see SecMS^ ln the Supplemental 



b. □ 



This report contains indications relating to the following items: 



S Box No. I 

□ Box No. II 
S Box No. Ill 

□ Box No. IV 
El Box No. V 

EI Box No. VI 

El Box No. VII 



Basis of the opinion 
Priority 

Certain documents cited 
Certain defects in the international application 



p-, ~ w " 1 mi appiicauon 

M Box No. VIII Certain observations on the international application 




PCT/IPEA/409 (Cover Sheet) (January 2004) 



International application No 
PC77EP2004/005434 



Box No. I Basis of the report 



1 - HIS. unfi S&SK^JKtt ST °" ' =PP»««on ,„ „ , anauage ,„ whlch ~ 



Description, Pages 

1-52 

Claims, Numbers 
1-33 



as originally filed 
as originally filed 



3. □ 



a sequence listing ano*r any related tab,e(s, - see Supp.ementa, Box Re,atin g to Sequence Listing 



The amendments have resulted in the cancellation of: 
LJ the description, pages 

□ the claims, Nos. 

□ the drawings, sheets/figs 

□ the sequence listing (specify): 

□ any table(s) related to sequence listing (specify): 

□ the description, pages 

□ the claims, Nos. 

□ the drawings, sheets/figs 

□ the sequence listing (specify)- 

□ any table(s) related to sequence listing (specify): 

* « item 4 applies , some Qr ^ of ^ sheets ^ ^ ^ „ superseded _ . 
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ON TE PAreS , ffi?? EUM,NARY REPORT 



International application No 
PCT/EP2004/005434 




□ the entire international application, 
S claims Nos. 22-25 
because: 

B ^sxstsssssssssi ^S„« e to ,h ° «*- -«e, which 

see separate sheet 

° * ims N - - « supported bv me desoripbon ,ha< no meaning*, opinion 

□ no international searoh report hae been established for the said olaima Nos. 

D C o,r^a^SrtSoi7„ U Sa? ^ *" M Oom * «* •» — «« Provided ,or ,„ Annex 



the written form 



the computer readable form 



□ has not been furnished 

□ does not comply with the standard 

□ has not been furnished 

□ does not comply with the standard 



□ See separate sheet for further details 
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Yes: 


Claims 


6,8-21,24,27 


No: 


Claims 


1-5,7,22-23,25-26,28-33 


Yes: 


Claims 


21 


No: 


Claims 


1-20,22-33 


Yes: 


Claims 


1-21,26-33 


No: 


Claims 



^^^^^^^^^^^^r ^J^S^ 

1. Statement 
Novelty (N) 

Inventive step (IS) 

Industrial applicability (IA) 

2. Citations and explanations (Rule 70.7): 
see separate sheet 

Box No. VI Certain documents cited 

1. Certain published documents (Rule 70.10) 
and /or 

2. Non-written disclosures (Rule 70.9) 
see separate sheet 



B.» Mo, VII Certain detecls jjj , he , ntema „ ona , ^j;^ 
The .Co,** defects in .he »onn or center o, the internet eppHceeen heve been no** 



see separate sheet 



.Box No. VHI certain observations on ^gg^ito^ 



application 



or on the question whether the 



see separate sheet 
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Re Item I 

Basis of the opinion 

The application is directed to 

(i) N-acyi nitrogen heterocycles of formula (I) (claims 1 -21 ) 

(ii) therapeutic methods involving compounds (I) (claims 22-25) 
a pharmaceutical compositions comprising compounds (I) (claims 26-28) and 
the medical use of compounds (I) or the corresponding pharmaceutLl 
composition (claims 29-33). cumaceuucai 



(iv) 



Re item III 

a N p° P Tc^ Shment °' ° Pini ° n Wi,N regWd to '"™nt.ve step and ,„ du8trIal 

ZZ^«*T£C ie P TT oonsid r d by m,s Authori,y to be — d * *. 

v ' &,ons OT HU,e 67.1 (iv) PCT. Consequently, no opinion will be formulate with 

™mm pc ~ a ' apP "' cabi% ° f ,he subj " r of 

Re Item V 

IrtUr?- S , tatement Und6r Ru,e 66 - 2 < a >< n > with to novelty, inventive steo 

or industna, app„cabi,lty; citations and expianations supporting 'sZ^ZTent 

1 Reference is made to the following documents. 

D1 : EP-A-0 915 088, 1 2 May 1 999. 

D2: US-A-5 045 540, 3 September 1 991 . 

D3: WO 00/59874 A, 1 2 October 2000. 

D4: GANTE, J. ETAL. CHEMIKER-ZTG. 1985, 109 155-156 
D5: WO 03/043985 A, 30 May 2003. 

^ ^ LS ° N ' T M - ETAL CURRENT 0p INION IN CHEMICAL BIOLOGY 
1997, 1, no. 2, 235-241 . 

rn A nn\n K " Y^' EXPEfrr ° p ^fONON THERAPEUTIC PATENTS 
2000, 70, no. 5, 623-623. 

S^ISil^^ J °^ L ^ VICINAL AND PHARMACEUTI- 
CAL CHEMISTRY 1 998, 4 1, 5037-5054. 



D6 
D7 
D8: 
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D5 was published after the priority date. Under the presumption that the priority is 
Rule 6°4 1 PcT^ ^ *— * COnSidered 

2 Novelty 

2.1 D1 discloses already compounds (I) for the same therapeutic indications as the 
present compounds (!) (cf. claim 1, formula l-A; e.g. examples 13. Z 72 b 74d 
75d; and pages 3-4, paragraph 0004), thereby resulting in a lack of novel of 
present c,a,ms 1-5 7, 22-23, 25-26, and 28-33. in orderto render the Sea 
matter novel over D1, the whole overlapping renge has to be removed from me 

vT S n k aimS - " iS n ° ,ed ' ha * ,hS ° ,aim9d mattar ca ""°< be rendered novel 

y TT " disclaimers - baca ^ due ,o fhe therapeutic indications 
of he compounds of D1 fhe document cannot be considered as an accidental 

sS ' '*,!? S ° ^ and Unrela,ed from «" a ™™* invenCC the 
stalled person would never have considered it for the present invention 

D2 relates to angiotensin II antagonists for the treatment of hypertension and 
heart fa,lure alike the present compounds (I). The compounds of D2 generelh, 
compnse already certain compounds (I) wherein Z and Q are bonds p is l and W 
,s ,m,da Z olyl and triazolyl. Furthermore, the document discloses a Recife ml 
buty ^hloro-S-hydroxyimidazoM-yl derivative (example 18) wNhinW ' 
overlapp.ng range. Although this compound has been excluded from present claim 
1 by means of a disclaimer, the present claims 1, 22-23, 25-26, and 28 aTlack 
novelty ,n vrew o 02, because the teaching of the document is not merely ItaL 
to compounds (I) wherein W is ^butyM-chloro-S-hydroxyimidazol-l yTas 

beTnt? h V ** SPeCi,i ° eXamP ' e - A9ai " » is noted tha ' «^e document cannot 
ranne h^ , k " " a ° Cidema ' an,id P a,i °". ~* the whole overlapping 

s::srs ,rom present o,aim 1 in ° rder, ° 

D3 relates to inhibitors of matrix metalloproteinases, TNF, and aggrecanase e o 
for the treatment of arthritis, tumour growth, cardiovascular effecte Ike The * 
present compounds (I). The compounds of D3 generally comprise already certain 

cSriteT^' c h m 1 1 = t h ' coor ■ ri and ^:zt: 

7b 14 ILh h k , , alM: a " d 2 WKhin R3 " a C^scarbocyclic residue or 
a 5-14 membered heterocyclic system). Furthermore, the document discloses 
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already specific embodiments within the overlapping range wherein R* is 4 r? 
methy.-4- q u.no.iny.)methoxy] P heny. (cf. e.g. examples 33c and 33d and tt 
correspondmg .ntermediates of examples 34, 36, and 41). Aithough the 4 f2 
methy M-qumoiinyOmethoxylpheny, examples of D3 are excluded 1m Resent 

do~ ° f 3 diSdaimer ' thS PreS6nt dalm 1 CKL 

document, because its teaching is not limited to the (R*U \o mo th!f a I 

„ r out being z^z™y^z"s 

20-22, 24, etc.). Consequently, the whole overlapping ranae has to tJ^ZU^i 
o^ b et ui*; ' , 6 ' ^ 28 " 33 3re n °' 0 "» M — * "»* "o^n view 

JESSES -^tX^=V^^ 

compound 4f). Present olaim 1 laoke thus novelty in view of D4 * ' ' 

D6 to D8 disclose peroxisome proliferator-aotlvated receptor (PPAR) liaands in 
h,s context the documents disclose compounds that show cStSral' 
"~ PreSeW ° om « 0) (D6, indometnacin compting a "dl-1-vl 

R R X'Zr y ? PreSem S,rU ° ,Ure 06 and D7 ' LY171883 9 compZg a 
' ' x -P" 6 "* 1 moiety similarly to the present moietv of (IV m ^ m V.„.^o f 

mo.e y of (I)). These documents are, however, not relevant to the Question of 

™ on - because ,he presem n°:, 

2 D5 relates to further PPAR ligands from which the present compounds m differ 

:cr 9 rr:r (cf - ,he "Zztsc 
0, nrc^:iterr." ,hus not become re,evant ,o - 



3 Inventive Step 
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Insofar as the application relates to novel subject matter m* wm • 
observations apply to the raanimm^ * • 6 follow| ng 

a t j t j, y iu me requirements of inventive step. 

3 - 1 2: s CotdoTe see* j ° ert t °°~ 0 - ~ , ha , 

and PPARy. According* 3la mef C omL^' Ca,,0n ' 41) binds ,0 PPA *« 
treatment of diseases euihL ^2 P " be ' i6Ved to be useful *e 
canoe, diabetes and I^^rT* "* 

GI262570 9 and LY 71883 19 D« " " l <a9 - ° 6 ' LY171 883; 07, 

their LwSg fr m oZf ^ " ^ ^ 
state of art, the problem undertone ■ . dooumen «s « most relevant 

further PPAR ligands™rSl s r be h * he P rovisio " «* 

already an indc^l *o£%££ZE^J^ f ? 7 °° m <> riaaa 
of the cited documents hints or sL^ST (L » mole, y °' structure (III), none 
compounds (I) might ^ZTSSSZf^f"** L-C<0)-X*-substittrted 
unexpected rL^^Z^T^T^ ^^^ based °" the 
step may be acknowledged Z n^ZtltZ" ** T"** 6 9 ' a " 
as plausible generalisations IhereoT COmP ° UndS <" accordln 9 to claim 21 as well 

ended'and mus Sly to clpnTsSZ^ T da,n1S 1 " 2 ° are °P- 
technical problem OonseTenM? *™ CtUre * whloh Wl " n0 ' solve any relevant 
compound's („ CSCKrf 1 k a0kn °" lad ^ for 
such compounds „, Hence, the S££ * 

4 Industrial Applicability 

claims to the use „,S TlT* aPP ' i ° able *• subject-matter of 
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a compound for the manufacture of a medioamem for a now medioal treatment 
Re Item VI 

Certain documents cited 

Certain published documents 

Application No Publication date RllnnH , 

WO 03/043985 A 30.05.2003 20 .„. 2002 ^ ^ 

Re Item \f }l 

Certain defects in the international application 

The relevant background art disclosed in D1 to D4 and Dfi t« n« ♦ 

Re nam yiii 

Certain observations on the International application 

zr:^ztT s does not compiy wi,h ,he requi ~ - *«* * pct u>r 

d°~o e „ by Ti: Se,,in , 9 in '° 1116 ° ,aimS ,he reS " ec «- *linSZS n Ihe 
descnpbon. The applicant is reminded that the exact definitions of thTnh -A!, 
tatms in .he descnplion alone is no, sufficienl for Ihe ZrT t0 ^ Z< 

I Claims 23, 30, and 31 are not acceptable under Article 6 PCT, because the 
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International application No. 
PCT/EP2004/nnf^/i 



a pathological condMon "deptCfrlt- " * *" na * ^ «~ nt «* 

«, PPAR a^sC^ct ZT* n d 9 ^ e t* phrase 

incomprehensible. 0 and 31 re nders these claims 

Finally, the terms "derivative" "mimetic" »<,^„._ 

claims 24 and 27 render the iZIt^TSS^ J? "T' 09 " U " d 
structural features of th* oecause it is not evident which 

necessarily ^^ZZT^I '"T" " GLP - , > ™* 

and which structural features ma „ hT, 7^. 1 secreta 9°9ues, and analogs 

e.g. unclear ^ n 2 U " ^T/ W,,hout limitative I, 

remains 

combustion analysis) ^^SL^^ T"" or < ^'- p ~ 1 during 
analogs". considered e.g. as insulin derivatives" or "GLP-1 
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